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- (CH 2 ) h -C-C- (CH 2 ) j-O^o 

R 5 R 5 
^-CHg-tf-L 2 +H0C-C00R 7 — - L^CHg-Q^O-C-COOR 7 

R 6 R 6 

C19] [16] [27] 

? 5 ? 5 
— ^ HO-CH^-O-C-COOR 7 — OHC-Q^O-C-COOR 7 

R 6 R 6 
[28] C29] 

R5 

^ ^Q^O-C-COOR 7 

0 R 6 
C3-6] 

[5£*K R 5 , R 6 > R 7 , Q 1 , L ^(fL 2 ti fffS t |WJ^-C^> 

*o ] 

It^tl [16] *\t^m [19] ^Rl&S-tir&ifcCJ: <9 il&to 
[2 7] *»jti"4it*«-C**c *EJfctt. mflSOfb^ [16] 
bit&m [8] fcOfiLJ&fcRMJUcfr o t^tii, 

lfc£t? [2 7] «r t: Ko*vft [2 8] fcfcfc* * £ t £ * 0 
*RJSli, tJIE^ffc^* [2 0] *ffc£-« [2 1] JCftjftt-BRJS 
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(3-6] - £o #£JSW\ HfiiE^Mfc^ 

% (2 2] K^f-l/V^^^lBlSSlft^**^^^*^^^ 



T-f-con? — C i^r T -f: C00R7 — ci^r T 1; C00R7 

OR 6 OH R 0 R 

[3] C3 0] (5-1] 

R 5 

x^T-C-COOR 7 

o R 

(5] 

(3;4\ R 5 , R 6 > R 7 > TfttfLiiffffifcH*^***. ] 

KJHfc^tl (3 0] 

SB*) *>#£TC -20-50 , C-CfT , 9 ifc**^i*o Rfctf 

it&to (3] ©is, or****** 3o# 



R 5 R 5 
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LT 1-1.2 f&*^i3ft»fiFS Lv^ 0 

[3 0] ZM1ttZ>Zt[Z£ [5-1] £ 

t^Si, Hufeco^tl (2 0 1) fcffrfrto [2 0 4] 

fk#» C 5 — 10 fc£ft* y * a, 3 ^Mfc* y * a, p - h/ux 

- ^ J: *9 it&to (5) £fc 
*£JC&li, aft, »£2 KiBf^fc#7n h ^ttfcgtK 0-100 

r-efi 1 ^ EfciSffliuu itizm C5- i) 

l^)iS^ RJ6fi£fcJ:oTBfc«^ JM\ 303—481$ IflW&g 
*«K*tf>ttJ8*ttft£-» (5-1) KttLT 1-1.2 ft 

«HE4>fl:£-» (10) (7) *Mfc£1& (11) 

( 4 ) , ( 7 ) > ( 8 ) , (10) , jfc 

^* (i3) , (i6), it&m (17) xmt (19) 
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g mt^m 14 Jfil * ft & * ^ # * 6 3 Hrn-*_L JWE * *> # L T 0 
«WHt** **«8, 0, **m 2, 

^^lj 2 0 , 2 2 , ^JfeM 2 4 , ^ifc^J 3 3 , %W\ 3 4 . 

%mm 4 8 , mm\ 5 9 , ^ifefli e 1 (« * 

gjfeWSHlIRJlll^** (PTC A ; Percutaneous Transluminal 
Coronary Angioplasty) *a**>SH***trS»**A. »» 

Ml t KB 1 4 WiR^^'^*^ 

0.1-99.5%, ff* t< 14 0.5-90%^tt4EW**i: ^T, 

XL P u)&&mmmBX*&*±^*>R*** ***** 
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LT\ 1 B&£l9, 50~600mg / \L holi, ff| L< Ji 100- 
300 mg/fc h^!)-|6H-C*4o i^iotli, £*UBIT"CJ£ 0 « U 
S?tji£»cijtja±offi*«:ie'Rt1**ii:<>**o B2-3 

Jm::*£Efi:**rK«*##«K c^rjkm 

##M 1 

TJlozTyj^ffiT, tl-^iflLTt*lS^-15--10 

Kn7 7VM8 0ml *»TLfco »TfcEfift"C 1 B#W«# 
LfcflU i f 9-^nt;-r>6 1 g*-fc£iJDx.* rtfi- l 5 
- 1 Or-C 1 «fIW«^L, f**KMKRLT 1 5«F««ff L^o 

15 5-16 6t/5mmHg 
12-7*n*-2, 2 *>»Jif-;i/ 
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14-7n*-2, 2-v^f-^r Y ? ^ 
##0!l2 

##0iJ 1 -C»fcft^*2 5 gi:A^t^f^r^h'J7^ K 
(HMPA) 20. 9g^Un^T, 1 9 0 - 1 9 5 t"Cll*W«# 

10 7-109 X,/ 5 mmH g 

2, 2 - V* f-;u- 1 3 -T- h ^f* * ^ 
##01 3 

^yffif;i/2 5. 5 gfcfcfcr FnKD77>120ral 
£JP;iT, TA^vatfcT. rtfifc- 10—1 5 

110ml fcfllTLfco »TfcHfi*-C 1 #W«# L 9-7 

n^-l-/^>30g/rl«7liFD77>60inl »«t«r- 1 0 

«HfeiS#»2 4 g 

1 3 0 ~ 1 3 5*C/ 1 7 mmH g 
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2, 2-v>^;U-7-t^r>'^i^;U 

2, 2-v^^;v-8-y^>'^i^;i/ 
2, 2-y>f;i/-9-f-tv|gif^ 

2, 2 - v** 1 1 - Kf -tV^Jif-^/ 

2, 2-vVf;i/-12-|«'Jf-b>txfji/ 

##01 4 

2, 2-y^fJV-10, 1 1 - J. #3- yfr yTU >jgjr.f-;u 
##«3fftm»9. 2 g£.VL{k*f'ls>9 2 m 1 £iO;iT 

9. 4 4g^iit/:t, 1 7B*Mgfi-e«#Lfco RJCS*«r*IS 



I R 


c 


m" 1 (N a 


i C 1 ) 




! 2932, 1728, 1474, 1150 






2, 


2 


-y**?-/U 


-6, 


7 




2, 


2 


- v^f-;u 


-7, 


8 




2, 


2 




-8, 


9 




2, 


2 




-9, 


1 




2, 


2 


- 


- 1 1 


V 


1 2 -x^y Kf*>^xf;i/ 


2, 


2 




- 1 2 


j 


1 3 -x^y h 'J Ti] >&jl?-)1, 


2, 


2 




- 1 3 


f 


1 4 _x^^ y ^ hyriJ >Kxf;i/ 
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###J5 

2, 12-i#*'>Kf*>12 7. 0 4 g 

^ijf^A6. 7 8 g, fttti 8. o i gtinxs 2 BN£iM 

^9a/d7K97^(73-^ C- 2 0 0 (^ii 

9) % n -^*y-> :&®z-*)i>=2 o : l) fcfeflW 

»2 3. 6 8 g fc*f £ c 

I Rem" 1 (NaCl) 12932, 1728, 1177, 1154 
##$16 

#tfl5tftfcft^2 2. 58g£7-feh> 560ml 
U immftTJ onesK* (M^^ (VI) 2 6. 7 2 g, 
MI23ml,*100mUDiI) 52. 2ml*l*«* 

y D ;V-;l/7 5 m 1 «rJnx."Ca»© J one s R 
n7 ^77^ (73-W- 2 0 0 («»»*) * n-^* 

:Mxf^=9 : D -ctt*U Mfef*tt*2 1. 3 7 g£ 
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1 Rem" 1 (NaCl) 12934, 1724, 1177, 1152 

7 

3-yn^yoyNV-^2 0 g^N, N-y^fH;^7^ K 

2 0 0 mlKj»j»U i^)ilfti:6 0%**fl:th'J'JpA8. 6g 

K17. 4 gSriOxT, M?5B*m«#Lfco Effcft* 

10 0t/10 0 mmH g 
8 

2- (9-f-b^;i/t^y) - 2 f;^n gsj- >gg^< *)v 

2 -ML Yu*v-2-**)V'?u \£*>m*^)l<3 1 . 4g^N, 
N-y^fH^A7^ K4 5 Om 1 K»£U :o»jti:6 0% 

TR^tt-f M * a 1 1 . i g fcfcfcT"?!** Kin*.* g^-c 1 o# 

W#L^:o ^^10-yn^-i-T'^>'45g«riDx.. 9 0 "C 

A-Cft*Lfc«, iiL/: 0 2/ V * 9 A * n-r h ^ 

77-f - C- 2 0 0 (£ftffift) , n-^*^>: 
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S |i^-2 0 I 1) tUMU tW»«»3 2. lg**fc. 

I Rem" 1 (NaCl) : 2857, 1736, 1435, 1144 
##018 i:RI»^*ife-Ci2lT^>ft^«*»*l-^o 

2 _ (1 o-^>f-b-m'>) -2-^f;^oet>^f^ 
##fl!9 

s - r 1 J ; v * * *s - 2 ■ 2 - y 

I Rem" 1 (NaCl) : 2934, 1728, 1474, 1146 
##0)J 1 0 

I Rem" 1 (NaCl) : 2994, 1732, 1472, 1146 
##0!J 1 1 

I Rem" 1 (NaCl) : 2930, 1736, 1466, 1144 

##011 1 1 fcra«w*tt-cjaT^b^«f**3ii-^<» 

2 _ (2, - 2 - * f^^n * >»> 
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2 - ( 1 0 , 1 1 -x^y-) >T*s - 2 -^f;i/yn 
##0J 1. 2 

2, 2-v^;t/- l 0-fr>-7*-i:>g£ 

##« 3 2 9. 0g^x^y-^2 9 0 ml Kftft 

U £*ifc*H*fl:-*- b V V* 9. 6 8gU2 9ml^f,lHL/: 

mmtm*.. i 8i$m;tni«fcS%Lfc. &jsft*SEftjgf^ aa^c 

h-^*-fr> : ftlxf^= i o : i) tms«u ft&ttttgr 

2 5.7 g£#£ c 

I Rem" 1 (NaCl) 12928, 1701, 1476, 1202 
##« 1 3 

2. 2-v;<?-^-10. l l -x#*-> >y*a >» 

2-?ntzit&ty)2 5. 7 gKM>fl'>2 6 Om 1 

n-7h^77^- c-2oo . n-^ 

+ ; ftlif^=3 0 I 1) -THRU *lH&ffltttt2 1 . 7 g 

I Rem" 1 (NaCl) 12932, 1701, 1476, 1260 
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mm\ i 

n - (5 - t * r t - -r^^^yyyy y - 2 ->r - 2, 2 - 

#tW6tftm»2 1. 37g> 5-ter 
FD^rv^vXT^f t K 1 4. 9 9 g **£i!*7-fe h - h V ^ 
210mlML,M»'J')M4. 5 3g*iHlx.. 81$ 

KLT\ M* if-* Tata Lfco fflajft**i!feU 

74- (73-^C- 2 0 0 (fi««S) > n-^**>:ftBft 
if;i/=2 0 : 1) "CttRU JtfeilM*4H2 4. 0 gtftfc. 

I Rem" 1 (NaCl) : 2934, 1728, 1557, 1273 

mmm 2 

11- (5-tert -yfM>777 V-2--f ^) - 2, 2 - 

1 fft/Sft#»2 4. 0g^^-^ 2 4 0 ml K»» 
U fcfcfttfT***!:**** ^ ^ * A 2 • 2 1g£iJD;i> 3B#K 

;i/-CjfttfJLfco fflttim^7fc?5fet, ^ A-C5£*ft, 

ift«L. *Jtfef*tt«2 4. 0 9g***fco 
I Rem- 1 (NaCl) : 2934, 1730, 1475, 1271 

\ \- (5-tert -yfMV-/77 >-2->f;0 - 2, 2 - 
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%mm2^tzit^m2 3. 0gtx^-^2 3 0ral 

*7A^D7f^77^ - (7 3-^ C- 2 0 0 (fiftM) , 

I Rem" 1 (NaCl) 1 2934, 1700, 1478, 1271 

1 1 - ( 5 - t e r t - V y y y - 2 -4 - 2 . 2 - 

3 19. 0g£^*/-;H90ml IzfeM 

U ififc^Bfl:* h »; A 1 . 80g^)^^y-;^l50ml 

^**t>£toz.X%i&t:?>J$LL, fiM B H a 1 8 . 18g£#£ 0 

Ifcjft 1 4 3 - 1 4 7 r 

Ttmfrtirm (C 25 H 3 7Na0 4 i:lt) 

tf-gflg (%) CI70.73 HI8.78 

UWm (%) C:70.67 HI8.66 
£tttt 5 

6- (5-t ei t-'/fM>V > 77>-2->f^) -2. 2- 
v^^- 6 - FP^ryA^r»>iif^ 



WO 97/15546 



37 



PCT/JP96/03056 



I Rem" 1 (NaCl) : 2962, 1727, 1477, 1272 
a- ffi - t e r f-^***>V'7?>-2-'f *) -2,2- 

1 9 4. 5 - 1 9 6. 5t 

^i(C 2 oH27Na0 4 -l/2H 2 OtU) 

tmm (%) C-.66.10 H!7.76 



C-.65.96 HI7.89 



2 - 



7- (R- t e r t-^^>-/T^>-2->f^) -2 

I Rem" 1 (NaC 1 ) : 2963, 1728, 1476, 1271 
7- fs-ter ,-^^;^>-/-7^>-2-^^) -2, Jj= 

1 1 0 TC 

(C2iH 29 Na0 4 - l/2H 2 0hLT) 
(%) C.66.82 H:8.01 
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gill 41 (%) C!66.55 H:8.40 

Hifctffl 9 

12- ( 4 - t e r t --/f^7x 7 * y) - 2 , 2 -y ^ •f-fr- 

2, 1 2-x#^rVK7*VKxf^ 

18. 8g, p-ter t-rf*7x;-/l'20. 9 gf #m 
# V A 1 9 . 2gSU f 7tKMJil/ 2 0 0 ml 
7 2l$Wini«t»«tLfco £J£&£$£PU n-^*^ 

*ttLTfc*iil^^*y*A?ft*ft, ittttfco W^v'J 
*^*7A^07h/77-f - (73-^ C- 2 0 0 

MR) , n-^*-9-> : S|if;i/= i o : i ) -c*»u tKJtfe 

tttttt2 3. 0 g £#£ c 

I Rem" 1 (NaCl) : 2984, 1728, 1514, 1248 

mmn 1 o 

12 - (4-tert-/f;^7x/^y) - 2. 2-y^f-;U- 

KfcWL*mi±i&m'<k, »«*KiMc*iin;U tt»KT+#nL» 

14. 2 g 
»j& 6 6 - 6 8 t 

Ttmfrftm (C24H40O4 t ur) 
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ttJM (%) CI73.43 H:l0.27 
(%) CI73.02 HU0.16 

22. 5 g, p-tert - -/f-^ 7 x / - ^ 3 5. 6 g, ffiftfe 
^ij^21. 8 g&^T-fe h-hi;/U200ml ©fi^»* 

g) % n _/s^^> : ^^jl^^= io : l ) .-cflHRU ^Jtfefa 

I Rem" 1 (NaCl) : 2930, 1728, 1514, 1248 
1 2 

T 3_ (4-t P rt-^inx^y) -2. 2-V**fr- 



1 2 - KP»v MJ^^ 
^ifefl) 1 1 -Z'&tzit&VO 2 5 g fcfflv*, fcttfll 1 0 LT 

&6IM2 1. 2 gfcftfco 

H£ 6 3 r 

7G*fr*HI (C 2 5H 4 2 0 4 i:L'^) 
ft-ffft (%) C:73.85 H!10.41 



mm (%) CI73.72 HI10. 13 
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%HM 1 3 

7 - (4 - t e r t -yf;i/7xMy) - 2 . 2- -fi- 
ll Kn^y/sy^ ym^)V 

2, 2 -V * 6 , 7 -x*-* v^y* 

I Rem" 1 (NaCl) : 2965, 1728, 1516, 1267 

Hifcfll l 4 

7 - ( 4 - t e r t -7f Jl/7xy ^y) - 2 . 2 - vp< ^;t/- fi - 

^ife^ii 3 -?ntzit&m*m^, %mm \ o ti^frc tresis 
115-1171: 

7C5l##Hii (C i 9H3 0O4 t LT) 
ftglil (%) C:70.77 HI9.38 
(%) CI70.56 HI9.27 

3li&$J 1 5 

8 - (4-t er t-yf^7x;^ry) - 2. 2-j;^^;U-7- 
2, 2 7, 1 

I Rem" 1 (NaCl) : 2965, 1728, 1515, 1266 

%mn 1 6 

8 - (4-tert-7'f^7iMy) - 2. 2-y^f J1/-7- 
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lffc£ 18 1-18 3 13 
jtmfrtfm (C 20 H3iNaO 4 tU) 
(%) CI67.02 HI8.72 
mm (%) CI66. 72 HI8.73 
1 7 

q - (4-t P r f/f)l/7xy^V) - 2. 2-v ? ^f'^-8- 

2, 2 -v>^^- 8, 9 -xtK* W ^lifil'tl^. ^ 

I Rem" 1 (NaCl) 12932, 1728, 1514, 1250 
£1601 1 8 

q - (4-tert -rWx^v) -2. 2- v^f-^-8- 

St * 8 4 ~ 8 6 r 

%*#*Hi& (C 2 iH3 4 0 4 t UT) 
ft** (%) CI71.96 HI9.78 
HifflU (%) CI71.68 HI9.90 
1 9 

10 - (4- t « r t-yWx^'> ) ~ 2 • 
9 - \l KP^y^^ yiftJ-f-^ 
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2, 2 - 9 , 10-i^y.f^|if;^|^ 

I Rem" 1 (NaCl) : 2930, 1562, 1516, 1252 

mmm 2 0 

10 - (4-tert-yf^7x;^ry) - 2. 2-v^-7-;i/- 
9 - E F'D^ryf^ V^g-?- h U A 

Kj& 1 5 4 - 1 5 5 1: 

7C^#$Hi (C 2 2H 3 5Na0 4 .tLT) 

It^^l (%) C!68.37 HI9.13 

Umit (%) CI68.01 HI9.11 

mmm 2 1 

14 - (4-tert-yf;i/7xy^y) - 2. 2 - v ^ ?• ;U - 
1 3 - KP^yf h 7f^> 
2, 2-v^f;i/-13, 14-x^v7i>7f^|x^ 

I Rem" 1 (NaCl) I 2930, 1728, 1513, 1245 
^llfefV 2 2 

1 4 - ( 4 - t e r t - 7f^7xMy) - 2 . 2-¥ 
1 3-fc KP^rvf h7f^7>i 

^$12 1 -cnfzit&yozm^. mmm 1 o tmrnx. Lte^ 

».£ 5 6 - 5 7t 
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Ttmfrftm (c 26 h 4 4 04 ^ ) 

ft** (%) CI74.24 HtlO.54 
%m& (%) CI74.04 HI10.44 
Hifcfll 2 3 

n-U-ter t-^7x - 2, 2 

##0|4-Cftfcft£»9. 6g, p-tert-rfJV7x/- 
/Hl, 2 g> 'J* A 1 0- 4 S^^N, N-SM?-* 

^A75 K 1 12ml Ofc*** H0t:t2 4B#M*#Lfco 

^ 7 ^_ (7n-y;v C- 2 0 0 (g»i8«) > 

> : mm^T^= i o : i ) ?tt*.u «*feiim** io. 5 g «r 

I Rem" 1 (NaCl) : 2934, 1728, 1514, 1248 

mtkw 2 4 

n -(4-t^ t -7^- 7 - 2. 2 

L-Cfife«&7. 2 2 g tmzo 

73. 5-75. Or 
x*5MH6 (C23H38O4 * tr) 
tWlt (%) C.72.98 HUO. 12 
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Hajffi (%) C:72.81 H:i0.04 

%mw 2 5 

12 - (4-tert-^>f^7xMv) -2. '2-y>f;i/- 

2, 2-y>f^-ll, 12-i#*'>KfA^lxfA/ip- 
t e r t -^>^;U"7^y-;U^ffits gftfl 9 t^CLt^ 

I Rem -1 (NaCl) 12964, 1728, 1514, 1250 
Uttfll 2 6 

12 - (4-ter t-^>f;P7x;^r'>) - 2. 2-v^^;U- 
1 1 - E KP*y Kf ^> h 'J A 

153-1 55t 
Jtmfrffim (C 2 5H4 1 N a 0 4 LT) 

tUUt (%) CI70.06 HI9.64 

H$UI (%) C.-69.86 HI9.51 
£ Jt0! 2 7 

12 - (3 -ter t-yf^7xM-» - 2. 2 - y > ;U - 
1 1 - KP^ry Ft* ft 
2, l, 12-i#*VKf*>txf^i: n -- 

t e r t -7*)\<y 3.; -)\,*m^, %nn$ fcra«HLT«Jtfe 

I Rem -1 (NaCl) : 2932, 1730, 1489, 1275 
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mmn 2 8 

12 - (3-tert-rf^7iy^» - 2, 2 - 

M& 10 2-104T: 
7G*#*Hi (C2 4H39N a 0 4 t LX) 
tf&m (%) CI69.53 H:9.48 
(%) C:69.34 HI9.32 

2 9 

2, 1. n-i'f^vFf*^^^^^ 

I Rem" 1 (NaCl) I 2932, 1728, 1497, 1246 

3 0 

2. 2 -y^^- 1 1 - fc KD^y- 1 2 -7^7 ^rv Pf* 
K£ 7 9 ~ 8 1 S 

Ttm^mm (c 20 h 3 2o 4 ^ lt) 

ttJUt (%) CI71.39 HI9.59 
£9Hlt (%) CI71.38 HI9.50 

%mm 3 1 
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12- (4 - t e r t x-Jt/f-*) -2. 2-¥**fr- 

2, 2-v>f^-l 1, 12-i^^yPf*>|tif^l:p- 
t e r t -yf^f^-7x;-;^lv\ ^yfefl!9 £ I^K LT$fc 

1 Rem" 1 (NaCl) 12932, 1730, 1489, 1152 

%mm 3 2 

12 - (4-ter t- < /f^7x-A/f - 2. 

K£ 9 9 ~ i o i t: 

( C 2-4 H 3 9 N a O 3 S i: LT ) 
fl-JHt (%) CI66.94 H:9. 13 
££99 ft (%) CI66.85 HI9.20 

mmm 3 3 

(-) -12 - (4-tert-rf^7xy#y) - 2. 2 - V 
*f-fr- 1 1 - KQ^r v Kf* >Ifc 
Hi&fll 9 1 2 - (4-tert -7"fJl'7xMy) - 2 , 

2 - v*^;i/- 11-H KD*y Kf* >Ki^^«rfflv^ 
W094/24117^»E*O^ifc«l 6 t fwj^ltc L-CBfefcH ***fc 0 

m & 61-621: 

Ttmfrmm (C24H40O4 1 lx) 

ttlTil (%) CI73.43 HU0.27 
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mmm (%) 0:73.79 h:io.o7 

[a ] D 20 35* (c=l. 08, CH3OH) 

1 2 " (4-tert-W7x/^» -2, 

^JfeflI3 4 

m - 1 2 - U-tert-7*-fr7 T'*->) -2. 2 - V 

£JfetfiJ3 3 1 2 - (4 - t e r t -"/f-^ 

7lM .>) -2, l-kKD^>Kfr/»x 

1 7 ttaWs^o 

tt£ 5 9 . 5 ~ 6 1 X. 

Ttmfrtfrm (C24H40O4 t-c) 

ttJHB (%) C:73.43 HU0.27 
(%) C:73.43 H'.IO.IO 
[a] D 20 =1. 42° (c = l. 0 5 

$tt0l 3 5 

_>> i i - (4-tPr t-^f ^7x;^y) -2 

£ffc*I2 3-C#fcl 1- (4 - t e r t-W7xM'» - 

giro 3 3 tmm~ ufi^^t 

6 3. 5~6 5. Or 



CH3OH) 



2 -v 
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X*#*Hi (C23H 3 8 0 4 t IX) 

tfJMt (%) CI72.98 HI10.12 
$fflHfc (%) C:73.02 H:i0.03 
la] D 20 =-1. 24° (c = 2. 09, CH 3 OH) 

11- (4-tert-rf^7xMy) - 2, 
2 - vp< f-;u- 1 0 - t: KnJpy^f* >$xf-;nr>^r£'l£#: 

%mm 3 6 

( + ) -11- (4-tert -ff-A/ 7x^y) - 2, 2-v 

1 0 - KP^ry') >7*a yWt 
mmW3 5-C'&tz(+)RV(-)<D 1 1 - (4-tert - ~r*)V 
7xMv) -2, 2-i?>f Kn^ri/^yfj&va 

Si* 64. 5-66. Ot 
7G*#*Hi (C 2 3H3 8 0 4 HT) 
ff-fHt (%) C:72.98 H:i0.12 
(%) CI72.83 HI 9.97 
[ a ] D 20 =1. 20' (c = 2. 11, CH3OH) 

mmm 3 7 

5 - r 3 - (4-tert-7'f^7xMy) - 2 - Kp*v 
7'P^^y] - 2. 2 - >Bgxf-;i/ 
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I Rem" 1 (NaCl) 12963, 1701, 1514, 1250 

mmm 3 8 

5 — f3 - (4-tert - 2 -E Kp*V 

ft£ 1 5 2 - 1 5 4 r 
7C**«fffi (CzoHaiNaOstl-C) 
tt-JM* (%) CI64.15 H-.8.34 
(%) C:63.82 H:8.06 
Uttfl 3 9 

2 - TIP - (4-tert-W7x Mv) -9-K FP* 

1 Rem" 1 (NaCl) 12934, 1736, 1514, 1248 
gffltil 4 0 

2 - TIP - f4-tert--/Wx^ ^ -9-fc KP* 

3116013 9tttfcft^*l 7. 0 g£x?y -JH 7 0mli:j& 
#U ZtiK.*.mti- b V A 3 . 2gfc*17ml*?>WU 
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iM7^H7^77^ (73-y;l/ C- 2 0 0 (fi^), 
n-^*-*> : i®?if^= 2 : 1) -CJHftU fifejfe^l 4. 3 g 

jf** 4 1 ~ 4 2 r 

3G*#*Ht (C24H 4 o0 5 £ LX) 

W-JHI (%) C:70.55 H:9.87 

HiflHI (%) CI70.30 HI9.82 
4 1 

2 - r 1 1 — (4-tert -^fJl/7i ;^y) - 1 0 - Kn 
2 - (1 0, 11 - -2 -2* A/7 

1 Rem" 1 (NaCl) 12951, 1734, 1515, 1248 

%mm 4 2 

2 - r 1 1 — (4-tert - Vf - ^7x;^ry) - 1 0 - K K n 
^ry^/fy^t^yl - 2 - p< f^/n >jg 

lftj& 5 2 ~ 5 3 r 

7G*5Mftt (C 2 5H 4 2 0 5 i: LT) 

tUHt (%) CI71.05 HI10.02 

lit (96) CI71.09 H:iO. 09 
& jfeffl 4 3 



WO 97/15546 



51 



PCT/JP96/03056 



1 i - (4-tftrt - -f* fry * J * v) -2.2 -v^f-^fr 

p-tert-rWiZ-iUl. 7 g£N, N-5^>f-^ 
*M7^ K 1 0 0ml C»*U 6 0 b U 

* A 3 . 4 3 g fraMfrTTffc* KJD*.. S»T 1 O^HHtfU, 

2-^f^')>7 , *^f^2 5. Og 

ttm^*v*AT«*Lfc«, *«L/io 

7A^D7^77^ - C-200 (g^iSS) , 

n -^*>> : M*x^*= 1 0 : 1) "CttRU »«»2 3. 6 g 

I Rem -1 (NaCl) : 2932, 1730, 1514, 1248 
gttffl 4 4 

1 i - (4-tftrt-W7iy^» ~ 2. 2 -v^^fr 

gifefli4 3TWtzit^2 3. 6 g£x?y-;i/2 0 0 ml Kfe 
g?U i*iK*Wbtf'i , >A4. 8gU20ml*^WIlLfc 

*7A^nvh^77-f - (7 C- 2 0 0 (g&iSS) , 

n -/\*-g-y :t®xf^= 1 0 : 1) "CKIRU SfeHh&l 8. 3 g 
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HA 5 5 - 5 7 r 

5c*#*ftt (C23H38O3 LT) 

W-Jffc (%) C:76.20 H:i0.57 

^ifllJli (%) C:75.90 H:i0.30 

£ jm 4 5 

12 - (4-ter t-yf^7iMv) - 2. 2 - J* ?• ;i/ K 

12-rnt-2, HJfe 

I Rem" 1 (NaCl) 12930, 1730, 1514, 1248 
3IJfcft4 6 

1 2 - (4-ter t- ~/f ;i/ 7 x y * v ) - 2 . 2 - ^ -f- Jl/ K 

6 5 - 6 7 r 
x*#*HI (C 24 H4o0 3 i: LT) 
ttJHI (%) CI76.55 HI10.71 
mm (%) C:76.48 HI10.73 

4 7 

11- (4-^nn7xMy) - 2, 2-y>f;i/-l O-b K 
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I Rem" 1 (NaCl) 12934, 1727, 1493, 1246 

% mm 4 8 

i i - ( 4 -^nn7xMy) - 2. 1 0 - K 

7 2 - 7 4 V 
%*#*ftt (C i 9H29C 1 0 4 U-C) 
ttJHIt (%) CI63.94 HI8.19 
III (%) CI63.70 HI8.15 

4 9 

I Rem" 1 (NaCl) : 2932, 1728, 1512, 1244 

%mm 5 0 

2. 2-v^^^-10-^^ p ^' > ~ 11 ~ ( 4 ~^ f ' ;l/7 ^ y 

HQ 

ft£ 87-88r 
%*fr*HI (C 2 oH 3 2 0 4 i:lt) 
ttJMt (%) CI71.39 HI9.59 
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(%) CI71.24 HI9.51 

mmm 5 1 

2, 2-V*?-)V- 12 - (2. 5 -y>f^7x; 4rv) -11- 
2, 1, 1 2-x#+vKf*>§xf ji/t2, 

1 Rem" 1 (NaCl) 12930, 1730, 1508, 1267 

%mm 5 2 

2 . 2 - S^f-fr- 1 2 - (2 . 5-y^f^7xy^ry) -11- 
KP^r v YTiJ yWL± h 'J ^ A 

^jfe^!i5 1 -cfcfcft'Mbfcjfiv^ %JM3&p&ttffl4 trance 

Kj& i i i ~ i i 3 r 

Ttmfrtitm (C22H35Na0 4 i: LT) 
ff-gft (%) CI68.37 HI9.13 
£Ufig (%) C:68.03 HI8.93 

mmm 5 3 

11- (3. 5-^-tert-7f-;V-4-fcKP*y7x~;i/ 
4 "CH^ft^«l: 2 , 6-y-tert-rf^-4-^ 

I Rem" 1 (NaCl) : 2932, 1726, 1425, 1156 
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%W\ 5 4 

11-(3, 5-v-tert 4 - £ FP^rv7 x^;V 

-2. 2-y.>f»-10-^ KP ^'V^Vf*^! 

3Tf»^ft^»2 1. 7g, 2, 6-v-tert-"/ 

*;l/A7^ K2 0 Om 1 Oi^C, 7^>^utT\ 

U*A2 6. 3 g£Jnx^ 1 BlKiif L fco RJ£»***^ 

J] y u-? Y 777 J - C- 2 0 0 (g^®^) , 

n _^^> :»ixf/p= i o : i) -rffiKU &&tt£3 5. og 

lfc£ 7 5 - 7 6 *C 

jc*#*Hlt (C 2 ?H 4 6 0 4 S t LX) 
ttJMI (%) CI69.48 HI9.93 
^tROtt (%) CI69.22 HI9.74 
5 5 

y T2- T3- - 2-E KP 

^yyp^^v] - 2-^J^P^tvil 

2 - (2, - 2 -^f ^7 p Dk:t>gg 

*^2 5. 8 g> p - t e r t - 7* * 7 * 7 - * 3 Og, 

'J 7 A 2 8 . 5 250ml 0>%&m* 

7 2B#F^in^«t^ 0 RJSfc*fc#U n-^*^ 
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^V*7A^7K77^ C- 2 0 0 (Sflkffi 

p°p) , ^no*;i/A) T?«»U (6- (4 - t e r t /u 

7i; + '»f^) -3, 3-y^f-;u-i, 4~y*^-9->-2- 

1 8. OgW:» 
I Rem" 1 (NaCl) : 2935, 1732, 1472, 1146 

'<khMz\t^m 1 8 . 0g^x^-;H80mH:j|jiU ^ 
JUC^iMt-*- HJ^A5. 2 g £*1 8 m 1 frfclltiLfcfcifcfcini 

Mjft 1 6 8 - 1 7 1 r 

7G^#«I (C34H 5 oCaOio'2H 2 OUT) 
ftgfll (%) CI58.79 HI7.84 
gffltt (%) CI58.72 H:7.58 

%mm 5 6 

12- (4-tert-7'fA/7xMy) -2. 2-y^f-;U- 
1 1 - t^rV K7»* >g|J.f-^ 

HJfcfll 9 -?&tzik&VB3 3. Og^7-trh> 500ml frC»j»L, 
zk#3£#TJ onesltl (Ift^DA (VI) 26. 7 2 g, I 
*$2 3m.U #1 0 Om 1 <fc QMS) 5 0 m 1 * 1 £g LT 

y-/U7 5m 1 *Jnx.ji*l«> j one s tt£*#J5*ftRJ6ifc*2Mc 
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(73-^vc-2oo (smco > n-^**>' :»» 

if^= l 5 : 1) "Cffi££U &fe$tt^3 0.6 5 gW- 
I Rem" 1 (NaCl) 12934, 1726, 1514, 1248 

%mi 5 7 

T 2 - (4 - t * r t -yfJWx; - 2. 2 -v^f-JV- 

ftU toMMt^* lilt LTIS^SrvV 

^7A^D7^77^ (73-W- 2 0 0 (£ftffi&) > 

»jSt 5 3 - 5 4 r 

x*fr*HI (C 2 4H 3 8 0 4 ^'C) 

ttJM (%) CI73.81 HI9.81 

£8HI (%) CI73.81 H:9.74 
HJfefll 5 8 

1 2 - (4-^n7^^v) - 2. - 1 1 - K K 

I R c m " 1 (NaCl) ! 3468, 2978, 2932, 2855, 1728, 
1493, 1285, 1246 
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mmm 5 9 

12- (4-^nn7xMy) - 2 . 2 - y^f JV- 1 1 - l^ F 

Kj& 70. 5-71. 5t 
jtmfrftm (C 2 oH 3 iC10 4 i: LT) 

fUMS (%) C:64.76 HI8.42 

£9141 (%) CI64.72 HI8.30 " 
^ifefll 6 0 

1 3 - (4-^Pn7xy^ry) -2.2 - f-fl'- 1 2 - fc K 
2, 2-y7f^-12, 13-i^yh , Jf*>^xf;^ 

I R c m ~ 1 (NaCl) : 3447, 2978, 2930, 2855, 1728, 
1493, 1286, 1246 

%mm 6 1 

13 - (4-^nP7xMy) - 2. 2-y>f^-12-hK 
K/& 6 2 - 6 3 t: 

5c*fr*HI (C 2 iH 3 3C10 4 ^LT) 



WO 97/15546 



59 



PCT/JP96/03056 



ttJMS (%) CI65.52 HI8.64 
(%) CI65.52 H:8.62 

%W\ 6 2 

(-) - 1 3 - -2. 2-v 

l 2 - k Kn^rv h »j riJ vWt 
mm® 1 l "Cftfc 13- (4-tert -yf^7xMv) - 
2 , 2 - f-^- 1 2 - Kn ^ v b V f* >Bft J-f-^^rffl ^ x 

HA 54-56t 

TC^tfHt (C 2 5H 4 2 0 4 ^ tT) 

tf-gfit (%) C!73.85 H:i0.41 
$8Mft (%) CI73.75 HI10.27 
[ a ] D 25 =_!. 38 - ( c = l. 013, CH 3 OH) 
(+)RV(-)<D 13 - (4-tert-7fJV7x^y) - 2, 

^i&fll 6 3 

( + ) -13 - (4-tert-W7t/^) - 2, 2-V 
f-;u- 1 2-t: KP^ry h'J f^ft >@g 
^Jfcfll6 2^#/w(+)^y ? (-)<^ 1 3 - (4-tert 
7x /^v) _ 2 , 2-*^>f"^-l 2-t KD + VhUfi^K 

£n era £r ^ 0 

K£ 49-51C 
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jtmfrftm (c 25 H 4 2 0 4 ^-c) 

tf-gflfc (%) C!73.85 HU0.41 
UrSHI (%) C!73.64 HIIO. 39 
[a] D 2 5 = 1. 0 8 ° (c = l. 010, CH 3 OH) 

mm 1 
&m (mm) 

#k-fi 1 ^180mg * 



%mm 1 0 (o\^m 


100 


mg 




45 


mg 




20 


mg 




9 


mg 




5 


mg 




1 


mg 









mm 2 

^ 1 ^180mg 

Hife^J5 7 (Dit&mo 100 mg 

ILtt 45 mg 

F^nnygll 20 mg 
&fi&j£fc Fn^rVyn Vjv-bfru-Z 9 mg 

#U 5 mg 

^tTT/S^^^y^A 1 mg 
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&MM 1 

TCRtfLp(a)K:M-taf^ffl 

&»3~7JRO«tt*-*>f1f/l' (#E2~9kg) */Bv>T, 
Xft'Ktt* *3fce*L#JRffc'Mb, *»W*frM&*0.1**trAPF (-9- 

#^20g/kgTo^B> 4»M4;Lfco 

C3.8%^i>BI-f b V ^ A^atSrl/lOM^lBL-CJfilil-tillSl 

tin > bn-*SNc#L£*# b t UK 2 

fi-P fitffcgfcSS * fx o Jfc o 
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m 1 TC&tfLpU) JCJtt 4f^ffl 



TC 



L p (a) 



uy \ n - ;u 



4 
4 



87±11 
109±13 



100± 5 
55± 7** 



□ > h n - ;i/ 4 

2 0 <F>it&%a 4 

2 4 <Dlk&%d 4 

1 0 (Dlk&m 4 



84± 3 

68± 5 

62± 9* 

58± 3* 



95±10 
51 ± 5** 
33± 7** 
32± 6** 



3 


n y Y n — )V 


4 


91± 4 


90± 


3 




%mn 1 2 (o\^m 


4 


62±25 


23± 


2** 




%W\ 2 2 


4 


76±20 


37± 


8** 




%W\ 5 7 <Dit&ty 


3 


61±20 


26 ± 


8** 


4 


uy Y u — )V 


4 


91± 4 


90 ± 


3 




%mn 3 4 <oit&yo 


4 


56± 4** 


34 ± 


4** 




^Jfefll 3 3 <Dit£® 


4 


62± 4** 


32± 


4** 


5 


n y fn-;v 


7 


106±15 


126± 


7 



^li&fll 3 6 <T)\t%ty 6 
Hifefl) 3 5 <Dit&%) 6 



80±13 
90±15 



36± 4** 
40± 3** 



*: p<o.05, **: p<o.oi 

*>*o *%Wit&®immit&Vl) t &®IX < Lp(a)&T# 
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g| f o n g 



R 1 ^ R 2 ^ R 3 , R 4 li|W|--Xtt#l*o-C**. + 
R 5 , R 6 ti|BI-Xii^^oT7;i/^^^^to 
-X-tt-O-Xtt - S o 

YfiTftH. 7^*^ ^ny>, Kn* vXi^^n* 

-A-li>CH-OH, >C = 0, >CH 2 > >CH-OR 8 X 
^>CH-OCOR 9 ^ito R 8 li7-fl'*/l'*£U R 9 

-T- (£o*S#^ttA.^O|frfr*£*o iSlTRI*) tt. 
-Q-> -CH 2 -0-Q-Xli-Q-0-£^U 
-Q- " (£fl!)jS^#ttAII^OJe^<r|£to JBLTHflD fi> 
(D- (CH 2 ) n -> (D- (CH 2 ) f -CH = CH- (CH 2 ) g - 
XJi(D- (CH 2 ) h-C^C- (CH 2 ) j-*£*o 

ntt 1 ~150g&££L> f, g> h, j li**i-e*i 0 ~130&|fc£ 
£1% f+gli 0 ~13<0illfc£ h+j{iO~13<7)&&i:-r&o 




WO 97/15546 



64 



PCT/JP96/03056 



Z J&tfZ 2 ****^*)^, -A-^>CH 2 t*^ -T- 
#-Q-?**K -Q-#- (CH 2 ) n-^fclK n^l-80g 

R 2 ^tK^x TA' + WUi^n^VT* 0 * -X-a*-0-"C* *K 
Z^tfZ 2 ***?*^ -A-#>CH 2 -C*»), -T-^-Q- 
-C*0> -Q-**- (CH 2 ) n -Tfc»K n* J l-4©»»T*4 

2. -A-#>CH-OH, >C = 0. >CH-OR 8 X(i 

>cH-ocoR 9 -e£>*s!*3u tm<7) * $ >mnmt% l < 

3. -A-^>CH 2 . >CH-OHXtt>C = 0-C*»K -X- 
#-0 Z l RXfZ 2 ^ ? 7K^-e^) "9 ^ -T-^-Q--C2b 
*K - Q - # - (CH 2 ) „-t^,n^6-10n^ R 7 ^ 

4. -A-* t >CH-OHXtt>C = OT?*)0, -X-^-O- 

Z 1 ^tfZ 2 «5 , - T Q -Tab 

- Q - rt* - (CH 2 ) „-T2b«9> n^6~ 1 0"C*>!K R 7 **** 

$ *i -5) % X i i * o v> -f *i * o # &ft ft o 

5. R^R'XtfYtf**, TH^Xtt'^oyvt*^ R 5 
XtfR 6 ;d t #fc:*?-n'-C*»K - A-* t >CH 2 , >CH-OHX 
li>C = 0"C*»K -X-**-0-?* 0 , Z*RTfZ 2 tffrm? 
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*!K - T-tf-Q--?*)*), -Q-tf- (CH 2 ) „-T*0* 
n^6~ 1 0 R 7 ri**5£-C&£fi#a 1 ia«0*^#>»8t 

6. R 1 -R 4 XU r Y#**. 7mXH^Dy>t*D, R 5 

2StlfR 6 ^*ic^^;l/-e* *K - A-^>CH-OHXli>C = 0 
- X-*«-0--C*)f}^ Z 1 RXf Z 2 0, 
-T-tf-Q-T*!)* -Q-ri ? - (CH 2 ) n -"?£«K n# 6 ~ 

(1) 10 - (4-tert-rf/l'7iM'» - 2, 
9 - Kn*->f*>i 

(2) 11- (4-tert-^f;V7xMy) - 2, 2 - v * 

(3) 12 - (4-tert-^f^7iMv) - 2, 2-V * 
f-/U- 1 1-b FD^rv Kf * Vi 

(4) 13 - (4-tert-7f/l'7iy*'» - 2, 2 - 

(5) 1 4 - (4-tert-W7iM'» - 2, 2 - *J* 
7- As- 1 3 - \L KD^ vt b 7f* 

(6) 1 2 - ( 4 - t e r t -7*f^7x Mv) - 2 , 2 - 
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?)\<- 1 1 V Kf* Vi 

(7) 11- (4-^nD7xMy) - 2, 2-V^f^-10- 

(8) 12 - (4-^OD7iMv) - 2, 2- vpff-^ -li- 
fe: Kn*v Kf* >® 

(9) 13- (4-^nD7iMv) -2, 2-v?^f^-l 2- 
\l K n 4r v h V t"* i'g* 

8. l - 7|E«0^4 < t t>—*30)ik&to*Htto&ftt1r 

9. l ~ 7fBfco4>& < t l-wil&tot:1i1tof&frb + 
1 0. |*ai -7E«^4< 

" t £ P T C Ai«offJfe*©fRiXlij6*fflE*fta*o 
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